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(54) [«i»©««5] N-flfift-a -'>u;i.:/Dtr;i^y3>«tRr«-<o«»*©«6*tt 



-/i/^. xiiry)v^>vm^^L. RK RK Rmr 
RMiT;l^^;i/», X{ii^:?or;^^;^^S:^■t. Me 

[3- (N-aCiiTSy) rot;l/] -1, 1, 3, 3 



(?7) [S*<J] 

C i: S:#mi:-tS5(i ( 3 ) •C^§^^.?. N 3 - 



f 

H-Si-OR' (2) 
Ma 

Me Me 

J- 



mB*mmff (jd 02) ^ {|f ^ ^ (a) (immmm^^ 
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ir««<0Sc2 OL (^7 H) 



(21)ttiK#^ 
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#)«± /^A ii>q mx^) 











(57) 

;wru;i/TS>'&. ^ (2) ■c^§<ii.r;P3:^fj^>''^ 

Z k iWSLb-th^ ( 3 ) T^SiiSN -{B«- 3 - 



R*lir)V^fm. XJ±i^^'pr/l^^;H6«:«-r. Me 

[Sftftl ^mRiz^tLti. N-wm-3- (Ttva^ 
^i;;x^;wi/'J;w) 7-pt;PTSy&t/i. 3-t'x 
[3- (N-aenTsy) rpe;n -1, i, 3, 3 



(1) 



M -Si -C 



(3) 



!(3) 002-193976 (P2002-193976A) 



[0006] 

TiBHRsC ( 1 ) T'S^§iil.N-B«i-N-S^U;P 

■5-ii2:jD*iJ-)W • «Nf i t J: 0 . ( 4 ) 
3-h'X [3- (N-S«iT5/) ro 
tVH-1, 1, 3, 3-rhy^^)l-'Ji^x3^^yi: 



[0007] 
[^bS] 




(1) (2) 



[00 1 3] HKit ( 1 ) tfci^r, R{i, M3giS:i~ 
1 0cr)-i8iX{iZiKr7U^;t'«. mWi3-^7<^'^^'^ 
T)V^}vm. ^f:6~i 0£7)T';-;u», Xfi^llit 

■Ci,^=5roTi>J:<. '^i^-ei^^^l~6^07;^^/^ 
ai. M*St3~7c7)i^^nr;l^^;U». X{i7i-/l/S 

i^i^^A^. Ti^fvm. >(vyi-)V 



[0 008] ( 1 ) llfcV^T. Rii. 

r)v^)vm , Msnist 6 ~ i o cor u x\tmm 

l'-\^(^rv)V^)Vm^^L. R', R^ R^tiPI- 
•CtM=5roTtJ:<, ^^xm^«l!jl~6c7)T;i^^;l^ 
^IS3~7c7)j/^nr;Pdf.;i^S. X{±7x-;NI 
Me{i^f-;P»T'J)I.. 
[0009]HlfcSl(2)-(4) tCiSl^r, Rfi. - 
Jlfc* ( 1 ) «RJ:RtlBiaESr«L. R*{iilt«»l~ 

6wr;i'df;H£, XJifl8)aft3~7<oi^^or;p^/pa 

[ 0 0 1 0 ] J^T, *f6HHfc:oti!gCBL<iJiB8^5, 
[0011] *l&B^<7)±iBHR5i; ( 3 ) T^§ixl.N- 

y<ol?jt^rffi(2fc\,^T. H-SPIfTJi-^ (1 ) t-a 

N N - ij ;l/T ;l/r 5 y ^HK^ 
( 2 ) £7)7;l/rjdf ^-i/^f-yl^S/^y&ffl^-^-CiSVMaitS 

[0012] 
[^k6] 



SiR^R'^R^ Mb Ma 




(5) 

i--f7f-;PS. 2— :h7^;^*, '"^yvVua, 
a-7x^->^;l^S, /3-7x;^f•;^^*W^^^I.. 
[0014] HK5^ ( 1 ) co-ft-^W. *^;E^I.N-S 
^ry;i'rsyS:R'R2R3s i -•c^sn.i.^'fs^ 



!(4) 002-193976 (P2002-193976A) 



tJt. J><^*^I;*N-a^T'j7Ur5ytc:7'f-;k'J 

[0 0 15] R^R^R^Si-T^^tlliryfmmm 

hU-f yy^/i^i^'Jii-*, tert-:?''f-ypv> 

[00161 -«l3\i ( 2 ) fcfcV^-C, R«{±I^*IR1~ 

f-ZPi^^y. s e c-yhs^fi^i^'^f-ZWi^^y, ter 
yy^ 2—^yi-x=i^i/i/)^'f)Vi/yy. B-'^yf-o 

f-zp^-^y, j/^p'^yf-odfxi^'^^/Px^y. j^:? 
o'sdf>'Odfv'>''>f-;ui/5y. j/^'D^r^odps.i/ 
^^;i.s^5y^**^*ff ^><is. HR^ ( 2 ) -eas^xi. 

7)V3 9 y{4 , mtM^ XlUi/}t^)Vi^ 

5 y * JtJE-rs r/i^3-;w«:fflv ^-rxxTzHb-t* c: fc 
[0017] ijet Hoi^y /HisRiSijisrv ii m 
\c-^i:m^mmzmm^^. tit tm± ( o ) 

[00 2 3] ^Lx\ n7)vzi-)v%^Ki!s\zm\^hr 

tmw Lt-L. m<<Z-^ (5) «OR«*5-aT;l-=3f 
i?*OH 



T h 7^^;l^xt':i;l.i^'i^ndf-9-ym«7) h;l^xyX{i: 

^n*<4-«i^ ( 1 ) coit-^i.zntxmo. 0 0 0 
1-1 mo \%(r)mmx'htiiK mk^^vkKm:^ 

^#«LT0. 0 0 1~0. Imo l%*<if^UV\ 
[ 0 0 1 8 ] *fc Koi/U/HbSiEM^MM-C^fi? 

til.*'', '^^■ry. ^v:^cf-^ym<r)mmmtmjk 
WH. h;i-xy, 4fi^uy^<o5?#Siili^bk«^J§«E^ 
sfflv^s^ifci.'cS'i.. Riea«(4o~2oo'cc7)«ffl 

4 0-10 O-cm-t HR* ( 1 > co-fk-^i:- 
«^ ( 2 ) ^^k^iOa^JttiffiE^Oib^-C^^lto 

ZkifiX't^tl^, lf*L<l41 : 0. 9~1 : 1. IcO 

msTh t . KmM\±i£M^(r>mrmx. ^^tifix-^h 
i)K -m. ( 2 ) <nit-^\m^m>(r)^-T^-mYR 
mm^L. d^^iz^i^m^t^-ttfz^. Rjsst 
-m. ( 1 ) io-ft^iuheMtiM^tta;^, HJfgtfoias 

T'-jRjt ( 2 ) iO-fb-^il^lS: y ^ - YthUmifih o i: t 

[0019] miitzw.mti^h~wt^ ( 5 ) x-mti 

[0020] 

[^1:7] 

SiR^R^R' Me Me 
^^^^ OR* 

(^^J, R. R's R^ R^ R*{±. ±Mtnt, ) 
[002 1 ] *^BflcoHK^ (3) c7)N-s«^-3- 
(r;^^dfi^y><^;^xy;^) ru\^)V7^ynm&)5 

-^^«IS-^*ior;W3-;Wi«tJ:0«JI!lrL-C. HR 
^ ( 3 ) Testis BW^t^^ftS. 
[0022] 
[^b8] 

R-^^-^^^OR* 

(3) 

«±§^i.sj^(c<4. HR^ ( 6 ) xmiihr)vo- 

[0024] 
[-ft 9] 

(6) 



(5li*, R«{±J:Ek|3|t. ) 



[0025] jaT;P3-;i^^t3fflv^^7;i'3--'i^co^« 



!(5) 002-1 93976 ( P 2 0 0 2- 1 9 3 9 7 6 A) 



tmt. ( 5 ) <7)^t^m l m o l {C^t LT l m o 

imLX'htHmMX'hltiK ji?gl~2mo l 

l~5 0mo l%TJ>S3&«s *iliOSS{ft^r5>Ifc3!>«*> 

S3ty>o. i~5mo i%*»jfttv>. ^ttzsmt 
^{3) amm-m^mzx-^xMrnti^tti^ 




X'^l, 

[ 0 0 2 6 ] § ^>t:. :^mmmmxi%(^tLi^--m. 

[3- (N-ilSiTSy) rot/P] -1. 1. 3. 3 
[0027] 

[^bio] 



Me Me Me Mc 



[0028] HR^ ( 3 ) iO-fb^iHrtimSIL/^ tc^Srffi 
^l±mx'm~m ( 7 ) •t'^$itl.r;l-a^i^i^7 
i?^RVsiOR* 

(^t^^ Ri. R2, R3, R*{±, ±IBt|B|t.. ) 

[0 0 30] Z<D-m {7) Tm^tl&7)}^^^i^i^ 

^ym-^itzmx'-w^ { 3 ) coit^^mm 

[003 1] ^(omaHi. -m^ ( 3 ) cDit-^iiZM 

tXO. 5'^SLa±X'hiXimM.X'hl*\ O. 5~5 

o~2oo'ct:'*)§, Rmzimm. VTi^n'^y-^y 
^ffi^ximtixm^^izthx'^i. ztLii>tm 

(7)mm\i. HR^ ( 3 ) cO^fc^titLTl-l Cm 
oi%mtl\i\ tt:. ^^■^y. h;l^xy. rh^ 

X'>xm<r>i, 3-b'x [3- (N-irairsy) 7- 
Dtvu]-i, 1. 3. 3-r^9;<^;^>''vo4f1^>' 

[00 32] 

[iiis^j] OT. ^^m^mmmRx/itmnzx-yx^ 
^zmm^zmmti tiK :^miizti^ff)mm(r>§imz 
ni^mmti^h(7)X'it^j:\<K 

[00 3 3] immmii 

T5y<7)^^ (N-7'f-;P-N-hU^f-;l'i^U;l^TU 

[oo34]?iSTo-h. jissj^ffls, mm. mm 

^fi|i3t2 0 0mLH-5P7^X3Srg3lltiffiitfc. N 



[0029] 
[ftl 1] 

(7) 

-7'f-;l'- N - h U ;>< "f-iUi^ ^})V7^})V7 5^9. 3 g 
(5 0mmo 1 ) fcS^ ( 0 ) r b^^^^l^J^'t'-Zki^' 

T, Pt-TMDVStBSt) 32ing {^'kSixmo 

2°CtlSSUc. ?rFn-hJ;0xhdfj^>'';<^;U>-5 
y5. 2g (5 0mmo 1)^1. 5«f^T'?gTUTK 
jS^lirfc, |*llS{±ft]S6 5°C*T'±»t, jlIi|stco|£<b* 
{if^;5 3%T'J>of^, ?rF*5Tf*. 6 0°C-C'2B#SJ«f 

'rhtm'cmme2%<<znLtz. pt-TMDvs4 

SmsimiLX^h\.Z5m(>0-~lQ'C-m^m 

7.i^vx-7hif^7A- (GO &t^;yx^n-7h/97 
-f — ««(GC-MS)^J>WtJ:0. N-r^;i.-N 
-^y;<f■;^i^U;^-3- (xbdfj/x^'^;i/vU;i^) 
rne;pr5v (r#Jn*) ifi^Ej^mi'h^. Mtt* 

T'Jb'5.N-7'-?-;W-N-MJ;^^;Ui^';;l^-2- (Xh 

ittir : /9 = 1 : 0. 0 0 5T'*)o/i. 

[0035] ^iatc^^a tfc±ieRf5?atc, x^ 

2. 3g(0. 05mol) S: 1 Oii-^TlgTL. 3B# 

^m--th fc N - 7'^;w- N - h 'J ^ 'J 3 - 

( X h U ;W ) rn tVPT 5 >{±N - T'f- 
;k-3- (xhdf>'i^';^f-;l/>''J;P) rntVPTS^t 

^tiaftsnt. u.mSLiimM'SLx 6 4-6 s-c 

/0 . 1 k P a^ff^l^mm^S . 5 g . lR*Ji 
7 8%T'*)03t. 

[0036] iH-NMR (CDC I3) :5(ppm) 



!(6) 002-193976 ( P 2 0 0 2- 1 9 3 9 7 6 A) 



3. 61 (2H, q, J = 6. 9Hz) , 2. 54 (2 
HX2, tx2. J = 7. 2Hz), 1. 53-1. 2 
3 (6H, m) , 1. 1 3 ( 3H, t. J = 6. 9H 
z) , 1. 05 (2H, br) , 0. 86 (3H, t, 
J = 7. 2Hz) , 0. 56—0. 51 (2H, m) , 
0.05 (6H, s) 

EI-MS:m/z 2 1 7 (MM , 2 0 2 . 1 7 

4, 128, 86 

[0037] imm2i 

[00 383 «Tn- h . asij^fflg. mm. mm 

?:fili.3t2 0 0mLH-5P79;^rH:aS{S^LJ^;. N 
g (1 OOmmo 1 ) i;Pt-TMDVS6 5mg (6 

^1 0/imo 1 ) rtWift^atff t^r 

;!)>'^>F*iiaSr5 6°CtifflSL7t« SSTo- h J; ►jxh^f-i. 
i^';<f-;Pi^5>l 0. 4g ( 1 OOmmo 1) ^1. 5 

t:, Pt-TMDVS6 5mgi&igjDL'r§fcl=4^ia 
5 4~6 0iCt^S-«»t^, KJSJ«S:GCt}^«M-Sfc 

N - ^ - N - h y ^ V- y ;i/r u ;wr 5 

N-^U;<f■;^i^U;^-3- (xhdr$/i;;<^;l/xy 

ifiht- -> rz « mp^X't) I. N - ^ N - b y ^ 
i/y;P-2- (xh^r^-i/^fypi/y;!/) rntr;PT5 
> (^ftJD*) t<^Jt{±r : /3 = 1 : 0. 0 1 7-C*r> 

[0039] m&izi%&Lt:±Si^jmiz. x^y-zi- 
4. 8g (lOSmmol) S: 1 5^Ha"C»TL, 21^? 
lBffiB*-r S t N - > N - h y > y /P- 3 - 

(xhdfi/i^'.x^;Pi^y;p) rntr;PTSyi±N-;«<f- 
;l^-3- (xhdfi/>'';>«f-;l/i^y;l/) rutr;i^T5vt 
^izm^tlt:. K«}flt^«eS®tT7 6~7 8r 
/I. 7kPac7)iEfe^B3S^i3. 9g^#/c, IR* 
{i7 9%T'J)o/^« 

[0040] 'H-NMR (CDC I3) :5-(ppm) 
3. 50 (2H, q, J = 6. 9Hz) , 2. 44~ 

2. 39 (2H. m) , 2. 27 (3H. s) , 1.4 
3-1. 32(2H, m). 1. 02 (3H. t. J = 
6. 9Hz) , 0. 98 ( 1 H, b r ) , 0. 47- 
0. 4 1 (2H. m) . -0. 06 (6H, s) 
EI-MS:m/z 1 7 5 (M* ) , 1 6 0 , 1 0 

3. 44 

[0041] [mm3-\ 



r 5 yco-^^ ( N-T'f-yi^-N- h yxf-zwi^y/wr y 
[0042] }gTo- h , mmm. astt. 

Sr(i;i;t2 0 0mLHoP75Xn^M«a;^L/S, N 

- -fi-ti— N - h y xf-;p V- y y 5 y 2 2 . s 

g ( 1 OOmmo 1 ) i;Pt-TMDVS6 5mg (Q 

^1 o//mo 1 ) ^Kjt5S(iftji^^. p^mnifmi^j: 

i}i^mt:5 6X:mmttz, jjSTo-hlOxhdri/ 
>'';>{ f-;l^i^7y 1 0. 4g (1 OOmmo 1 ) *1. 5 

8X;t- 2l$ISBii*tS trnmii 9 8%UU:CaiLfe, 
RJiE«EOG C^ltJf G C - M S^ffi^tC i 0 N - T'-f N 
-by xf-;l^i^ y 3 - ( X h j/^ y ;P ) 

7t « Mtt*T'J) I. N - N - h y xf-;l/i^ y 

2- (xhdfi/>;^^;l.i^y;l.) rohVl^TSy (/3# 

[0043] mmzmuz±BRmiz. x^y-j], 

5. Ig (llOmmol) S-3 0:5J-iaTliTl, 10 

5Viz 5 mmmti t n - fi-j},- n - h y xf-;i.x 
y;i/-3- (xbdE-vi/^f-zi/yy/p) rot;pr5y 
<^lE^l:*Ji*«; 7 8 -0 , H T j^/K^^-fefyx/k* 

y|80. 3 3g (Immo 1 ) SaSjDLl 1 3-CfS<?> 
t=li^iajDlK«HfL/stc:6, N-rf-;l.-N-hyx 
f-;i^i^y;i^-3- (xhdfs^i;^f-;i'i/'y;i^) rot/p 
T5>'{iN-7'^;k-3- (xh^vv'^f-;Pxy;l') 

ixntmmm 17. es ma a 1 x-ch 

[0044] [it«^Jl] 

(xhdfxi;^f-;l^i/y;l.) 7°ntf;U 

r5>«o^(R (N-y-?-;i/Ty/ur5i^*»i^) 
[0045] ?STn- jKiiEj^fflis, astf. mm 

i&fflli.fc2 0 0mLHoP77;^3S:S«{I^L?t. N 
-:^f-;Ury;l'T5y 1 1. 9g (lOSmmo 1 ) t 
Pt-TMDVS6 5mg (fi^l O;umo 1 ) iWH 

mm^. ^mi:mLt:i^i^mi:8 6x:{zm 
tti, jirro-vj;oxbdfxi^'^^;uj^7yio. 4 

g (lOOmmo 1 ) ^2. 5 l^^tlTFtTRfE^ "li- 
fe. \^Miim9 vctTmi. mmcommmi 

AYoX-h-^tz. mt^l^k. 8 5-8 8°CT'8l$W# 

-thtm\Lmm2 9%x'h'>tz. pt-TMDvs6 

5mg^»L-C5'^t:2 0B#ISl80-9 VCX-mm 

mmzt^^.mm\im2%{zmLfz. pt-xM 

DVS6 5mgS:jijDL. 8 0-9 2°Ct'2 0«fSit# 

Ltzifi. WLwymmmsixTh-ifz. u.m.<nG 
cmGc-msm^zi.y)mm-'f'h)\^-3- 



!(7) 002-1 93976 ( P 2 0 0 2 - 1 9 3 9 7 6 A) 



y (/SMPfis) t<Dmir : y3=l : 0. 534Th'o 

[0 04 6] [mmm4] 

1, 3-t'x [3- (N-rf;W75/) rae/l^] - 
1, 1, 3, 3-Th9^f-;l^i^'i^ndf-ryiO-&fi!t 
I0047}mi^m. ittSHh, 1 0 

0mLigoP79;^3^a«IB«Lfc. IUfc««3Ttl^> 

e;PrSyi0. 9g (SOmmo l ) i:FTi^;k'<.y 
■^fyXil-t^ymO . 16g(0. 5mmol),*l. 
8g ( 1 OOmmo 1 ) i y y Xa IzHjL^ff. , 7 OVX' 

2mm. 8 i~9 4rTi 2B$^jmt¥u>:. htv 

/l/A^y-fe'yX^U^yKO. 16g(0. 5mmo 1 ) 

muLx^(:>iz4mfSi9 4^9 8'cx'mnuzm. rjc 
?as-j«ffiTt:^®-ri. i t i 0 , 81^ 1 3 7~ 1 3 8 

'C/0 . 0 7 k P aCOmmm-^i^S . 2 8 SrflJt « • 

1, 3-h'X [3- (N-r^/l^TS/) rne;H - 

1, 1, 3. 3-Th5^f-;l^>''i^adr-9->-C*Sii: 

iR^Ji9 0%T*-5fe, 
[00483 iH-NMR (CDC I3) :ff(ppm) 

2. 54 (4H, t, J = 7. 3Hz) , 2. 53 (4 
H, t. J = 7. 3Hz) . 1. 50~1. 23(12 
H, m) , 1. 05 (2H, brs) . 0. 87 (6 
H, t, J = 7. 3Hz), 0. 4 8~0. 4 2(4 
H, m) , -0. 01 (12H. s) 
EI-MS:m/z 3 6 0 (M* ) , 3 1 7 . 2 7 
5. 246, 232, 172, 133, 128, 86 



[0049] immm5-\ 

1, S-fX [3- (N-^^/PTSy) TohVH - 

1, 1, 3, 3-rh7^^;l^i^'i^n^-9-yi0-^^ 
[0050] jiSJ^fflS. Mt. 1 0 
OmL|!HoP77Xn^M«aSIUCo ^ifi0iJ2-Cl#^> 
<i^N-^^;l'-3- (xh^f j/i/'^t^/l/x'J;^) 7°n 
t;P75>'10. 5g (60mmo 1 ) fc^K-ft-fhU 
'>A24mg(0. 6mmo 1 ) . ?K2. 2g(120 
mmo 1 ) &77X3{Ctt)2^, 88~9 3t:-C14l^ 

»^9 6~9 7°C/0. 2kPaCfm&Sm^^7. 3 
St:%fz. 1 H - N M RRX/^mx^if J: 
0. ZCTi^mH. 3-h'X [3- (N-^^;l^r5 
y)7'pf;H-l, 1, 3, 3-rh7;^f-;l-j^'>^n 

f-yT'j) 1. 1 i: mm^ti. mn saxx-h-^fz. 

(005 1 ] iH-NMR (CDC I3) :5(ppm) 

2. 4 3-2. 38(4H, m) , 2. 28 (6H, 
s), 1. 4 0-1. 30(4H,m), 0. 93(2 
H. brs) , 0. 3 9~0. 3 3 (4H, m) , - 
0. 1 0 ( 1 2H. s ) 

EI-MS:m/z 2 7 6 (M* ) , 2 6 1 . 2 4 
6, 233, 204, 133, 130, 44 
[00521 

[3- (N-B^75y) rotvp] -1 . 1. 3. 

3-y-V'y^^)Vi^'yu^^y^1im. ■ l^mvfSm 



(72)I|H8« mm ?^ Fif-Mm) 4H049 VNOI VPOl VP02 VQBB VQTS 

m^^mmsmtk^fmm- 1 vr23 vr4i vs2i vs39 vuie 

mit^jjm^^mimjim vu22 vwo2 vw3i 



